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the use of N-arylhydrazine derivatives for combating pests in and on animals 
The present invention relates to the use of hydrazine derivatives of fomiula I: 



Y 

n 



B=A 



10 



15 



wherein 

Q is ^ 
N=<NR^R^ . N=<^3. .or 

is chlorine, bromine, or fluorine; 

R^ are each independently hydrogen, Ci-Cio-allQrt. CrCio-alkenyl. Ca-Cio-alkynyl. 
or CrCircycloalkyl. Ci-Ce-alkylamlno. di(Ci-C6-allcyl)-amino. d-Cs- 
. alkylcart)onylamino. CrCs-alkylsulfonyl, or Cn-Ce-alkylsulfinyl. wherein the 
carbon atoms in these groups may be substituted with 

1 to 3 halogen, hydroxy, nitro, cyano, amino, mercapto, Ci-Cralkoxy. Ci- 
Ce^ialoalkoxy. Ci-CValkylthio, d-Crhaloalkylthio. Ci-Ce-alkylsulfbnyl. d- 
Ce-alkyisulfinyl. C,-Crhaloalkylsulfonyl. Ci-Ce-haloalkylsulflnyl, or Cg-Ce- 
cycjoalkyl which may be substituted with 1 to 3 R* groups, or 

R* is halogen, cyano, nitro, hydroxy, mercapto. amino, Ci-Ce-alkoxy, 
Cz-Ce-alkenyloxy, CrCe-alkynyloxy, Ci-Ce-haloalkoxy, CrCValkylthio, 
or CrCrhaloalkylthio, Ci-Ce-alkylsulfonyl. Ci-Cralkylsulfinyl, Ci-Ce- 
alkylamlno, di(CrC8allqrl)-amlno, Ci-Ce-alkylcarbonyl, Ci-Ce- 
alkoxycarbonyl, or dl(C,-Ce)-alkylaminocari3onyl; 

formyl. CrC^alkylcartDonyl. C(=0)NR«R^ CO^R^ R^ R^ phenyl which 
may be substituted with 1 to 3 R* groups, or pyridyl which may be 
30 substituted with 1 to 3 R* groups, 

R^,R^R'' are each independently hydrogen or Ci-C4-alkyl which 
may be substituted with 1 to 3 gtpups R*: 



20 
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r" IsNRWor 
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10 



X or CHs^ K 

R', are each independently hydrogen or Ci-C4-all<yl which may be 

substituted with 1 to 3 groups R*; 
p, m are each independently 0, 1 , 2, or 3, with the proviso that p and 

. m are not both 0. 
X is oxygen, sulfur, amino, CrC4-allcylamino, or phenylamino, or. 

if p is 0 then X can also be phenoxy or d-Ce-allcoxy; 
r isOorl; 



R^ is 



N 



r\ R'' are each independently hydrogen or Ci-C4-alkyl which may be 
15 substituted with 1 to 3 groups R*; or 

R^ and R^ may be taken together. to fonn a ring represented by the structure* 



20 p,m are 1, 2 or3; 

X' is oxygen, sulfur, amino. Ci-C4-allcyiamino, phenylamino, or 

methylene; 
Z is Ci-C4-alkyl or phenyl: 

25 is hydrogen, CrCio-aikyI, Cz-Cio-alkenyl, Cz-Cio-alkynyl. Ca-Ciz-cycloaikyl. 

wherein the cartxan atoms in these groups may be partially or fully haiogenated or 
substituted with 

1 to 3 cyano, nitro, hydroxy, mercapto, amino, Ci-Cff^lkyl, CrCffOydoalkyl, 
. Ci-Ce-alkoxy. Ci-Ce-alkylamino, dl(CrC6-alkyl)-amlno, Ci-Qralkylthio, Ci-Ce- 
30 alkylsulfbnyl, or Ci-Cs-alkylsulfinyl groups, wherein the carbon atoms In 

these groups may be substituted by 

1 to 3 halogen atoms, a 5- to 6-membered aromatic ring system which 
may contain 1 to 4 heteroatoms selected from oxygen, sulfur and 
35 nitrogen and which may be substituted with any combination of 1 to 5 

halogen atoms, 1 to 3 C-Ce-alkyl, Ci^Ce-alkylthio, Ci-C6-alkylsulfonyl, 
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Ci-Cg-alkylsulfinyl, CrCe-alkoxy. nitro, or cyano groups, wherein the 
carbon atoms in these groups may be substituted by 1 to 3 halogen 
atoms, or 

phenoxy, which may be substituted with any combination of 1 to 5 
halogen atoms. 1 to 3 d-Ce-alkyl, CrCe-allcylthio, Ci-CVallcylsulfonyl, 
CrCe-allcylsulfinyl, Ci-Ce-alkoxy. nitro. or cyano groups, wherein the 
carbon atoms in these groups may be substituted by 1 to 3 halogen 
atoms, or 



10 



a 3- to 6-membered saturated or partially unsaturated ring system which 
contains 1 to 3 heteroatoms selected from oxygen, sulfur and nitrogen 
and which may be substituted vwtii any combination of 1 to 5 halogen 
atoms. 1 to 3 CrCe-alkyI, Ci-Cralkylthio. Ci-Ce-alkylsulfonyl. Ci-Ce- 
15 allqrisulfinyl, CrCe-alkoxy, nitro, or qrano groups, wherein the carbon 

atoms in tiiese groups may be substituted by 1 to 3 halogen atoms, 

a 3- to 6-membered saturated or partially unsaturated ring system which 
contains 1 to 3 heteroatoms selected from oxygen, sulfur and nitrogen and 
20 which is unsut)stituted or substituted witii any combination of 1 to 5 halogen 

atoms, 1 to 3 Ci-Ce-alkyl, Ci-Ce-alkylthio, CrCe-alkylsulfonyl. CrCer 
alkylsulfinyl, Ci-Ce-alkoxy, Ci-C6-haloalkpxy, nitro, or cyano groups, wherein 
the cariDon atoms in these groups may be substituted by 1 to 3 halogen 
atoms; 



25 

R, R"^ are each independentiy hydrogen or Ci-Ce-alkyl. d-Cs-alkoxycariDonyl. CrCe- 
alkylaminocarbonyl, or di(Ci-Ce-alkyl)-aminocarbonyl, wherein the cariaon atoms 
in tiie these groups may be substituted with 1 to 3 groups R^; 

30 A isC-R^orN; 
B ' IsC-R^orN; 
W isC-R^orN; 

with the proviso that one of A, B and W is oflier ttian N; 

35 R^ R^ are each independentiy hydrogen, halogen, nitro, cyano, amino. 

mercapto. hydroxy, Crdo-alkyl. CrCio-alkenyl, CrCio-aIkynyl. Ca-Ce- 
cycloalkyl. Ci-Ce-alkoxy, CrCe-alkylamino, di(Ci-C6-alkyl)-amino. d-Ce- 
alkylthio, Ci-Ce-alkylsulfonyl, or d-Ce-alkyisulfinyl. wherein the carbon 
atoms in these groups may be substituted with 1 to 3 groups R* 



40 



a 5- to 6-membered aromatic ringsystem which may contain 1 to 4 
heteroatoms selected from oxygen, sulfur and nitrogen and which may be 
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substituted with any comWnatlon of 1 to 5 halogen atoms, 1 to 3 Ci-Ce- 
alkyl, Ci-Ce-haloalkyl. d-Cralkylthio. Ci-Ce-haloalkylthio. Ci-Ce- 
alkylsulfonyl, Ci-Cff^ikylsulfinyl, Ci-Ce-haloalkylsulfonyl. CrCg- 
haloalkylsulfinyl. Ci-Ce-alkoxy. Ci-Ce-haloalkoxy, mercapto, hydroxy, 
5 amino, nitro, or cyano groups, wherein the cartxjn atoms In these groups 

may be substituted with 1 to 3 groups R* ; 

Y is hydrogen, halogen, cyano, nItro, amino, hydroxy, mercapto, d-Ce-alkyl, C2- 
C,o-alkenyl, Ca-Cio-alkynyl, CrCs-cycloalkyI, Ci-Ce-alkoxy, C-Ce-alkylamino, 
di(C,-C6)-alkylamlno. Ci-Ce-alkylthio, d-Cralkylsulfonyl, or Ci-Cs-alkylsulfinyl. 
10 wherein the carbon atoms In these groups may be substituted with 1 to 3 groups 

n Is 0,1, or 2; 

15 or the enantlomers or diastereomers, veterinarily acceptable salts or esters thereof, 
for combating parasites in and on animals. 

It is generally a goal of agronomists and veterinarians to possess sufficient means to 
20 control parasites, when ttiey attempt to Invade or attack animals. 

It is an object of the present invention to provide new methods to control parasites In 
and on animals. Another object of the invention is to provide safer pesticides for 
animals. Another object of the invention to provide pesticides for animals that may 
.25 be used in lower doses than existing pesticides. Another object of the invention Is to 
provide pesticides for animals which provide a long resWual control of the parasites. 

These objects are met in whole or In part by the present invention. 

30 The invention also relates to compositions containing a paraslticldally effective amount 
of compounds of formula I and an acceptable carrier, for combating parasites In and 
on animals. 

The present invention also provides a method for treating, controlling, preventing and 
35 protecting animals against infestation and infection by parasites, which comprises 
orally, topically or parehteraliy administering or applying to the animaiis a parasitlddally 
effective amount of a compound of formula I or a composition comprising It 

The Invention also provides a process for the preparation of a composition for treating, 
40 controlling, preventing or protecting animals against Infestation or infection by 



wo 2005/053402 



5 



PCT/EP2004/013685 



parasites which comprises a parasiticidally effective amount of a compound of fomiula 
I or a composition comprising it 

The insecticidal and acaricidal activity in crop protection of some of the compounds of 
5 formula I has been described in EP-A 604 798, and also in J. A Furch et a!., 
"Amidrazones: A New Class of Coleopteran Insectiddes", ACS Symposium Series 
686, Am. Chem. Soc, 1998, Chapter 18, p. 178 ff, and also in D. G. Kuhn et al., 
"Cydoalkyl-substitutBd Amidnazones: A Novel Class of Insect Control Agente", ACS 
Symposium Series 686. Am. Chem. Soc, 1998. Chapter 19, p. 185 ff. 

10 

Activity of compounds against agricultural pests does not suggest their suitability for 
control of endo- and ectoparasites in and on animals which requires, for example, low, 
non-emetic dosages in the case of oral application, metabolic compatibility with the 
animal, low toxicity, and a safe handling. 

15 

Surprisingly it has now been found that compounds of formula I are suitable for 
combating endo- and ectoparasites in and on animals. 

The compounds of formula I can be prepared according to preparation methods 
20 described or referenced in EP-A 604 798 or modifications thereof. 

In the definition of fomiula I shown above, the substftuents have the following 
meanings: 

25 "Halogen" will be taken to mean fluoro, chloro, bromo and iodo. 

The term "alkyl" as used herein refers to a branched or unbranched saturated 
hydrocarbon group having 1 to 10 carbon atoms, especially CrCe-alkyl such as 
methyl, ethyl, propyl, 1-methylethyl. butyl, 1-methylpropyl, 2-methylpropyl, 1.1- 

30 dimethylethyl, pentyl, 1-methylbutyl. 2-methylbutyl, 3-methylbutyl, 2,2-dimethylpropyl. 
1-ethylpropyl, hexyl, 1,1-dimethylpropyl. 1 ,2-dimethylpropyl. 1-methylpentyl, 2- 
methylpentyl, 3-methylpentyl, 4-methylpentyl, 1,1-dimethylbutyl, 1,2-dimethylbutyi, 1,3- 
dimethylbutyl. 2,2-dimethylbutyI, 2,3-dlmethylbutyl, 3,3-dimethylbutyl, 1-ethylbutyI, 2- 
ethylbutyl. 1,1,2-trimethyIpropyl, 1,2.2-trimethylpropyl, l-etiiyH-methylpropyl and 1- 

35 ethyl-2-methylpropyl. 

The term "haloalkyi" as used herein refers to a straight-chain or branched alkyi groups 
having 1 to 10 carbon atoms (as mentioned above), where some or all of the hydrogen 
atoms in these groups may be replaced by halogen atoms as mentioned above, for 
40 example d-Qrhaloalkyl, such as chloromethyl, bromomethyl, dichloromethyl. 
trichloromethyl, fluoromethyl, difluoromethyl, trifluoromethyl, chlorofluoromethyl, 
dichlorofluoromethyl, chlorodlfluoromethyl, 1-chloroethyl. 1-bromoethyl, 1-fluoroethyl, 
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2-fluoroethyl, 2>difluotx)ethyl. 2.2.2.trifluoroethyl. 2-chloro-2.fluoroethyl. 2-chloro-2.2- 
difluoroethyl. 2.2-dichloro-2-fluoroethyl. 2.2.2-trichloroethyl and pentafluoroethyl; 

"Alkoxy" refers to straight-chain or branched alkyi group having 1 to 4 or 6 carbon 
5 atoms (as mentioned above) bonded through an oxygen linkage, at any bond in the 
alkyi group. Examples include methoxy, ethoxy, propoxy. and isopropoxy. 

Likewise, the terms -aikylthio". "alkylamino-. "dialkylamino". "alkylsuifonyi". and 
alkylsulfinyl" refer to straight-chain or branched alkyl group having 1 to 4 or 6 carbon 
10 atoms (as mentioned above) bonded through a sulfur-, -NH-. -N-. -S(-0)2-. or S(=0)- 
linkage, respectively. 

The term "alkenyr as used her«in intends a branched or unbranched unsaturated 
hydrocarbon group having 3 to 10 carbon atoms and a double bond in any position. 

15 such as CrCe alkenyl such as 1-propenyl. 2-propenyl. 1-methyl-ethenyl. 1-butenyl. 2- 
butenyl 3-butenyl. 1-methyl-1-propenyl. 2-methyi-1-propenyi. 1-methyI-2-propenyl, 2- 
methyl-2-propenyl; 1-pentenyl. 2-pentenyl. 3-pentenyl. 4-pentenyl. 1-methyl-1-butenyl. 
2-methyl-1-butenyl. 3-methyl-1-butenyl. 1-methyl-2-butenyl. 2-methyl-2-butenyl. 3- 
methyl-2-butenyl, 1-methyl-3-butenyl. 2-methyl-3-butenyl. a-methyi-S-butenyl. 1.1- 

20 dlmethyl-2-propenyl. 1.2-dlmethyH-propenyl. 1,2-dimethy!-2-propenyl. 1-ethyl-1- 
propenyl. 1-ethyl-2-propenyl. 1-hexenyl, 2-hexenyl. 3-hexenyl. 4-hexenyl. 5-hexenyl. 1- 
methyl-1-pentenyI, 2-methyl-1-pentenyl, 3-methyl-1-pentenyl. 4-methyl-1-pentenyl. 1- 
methyi-2-pentenyl. 2-methyl-2-pentenyi. 3-methyl-2-pentenyl. 4-methyl-2-pentenyl. 1- 
methyI-3-pentenyl, 2-methyl-3-pentenyl. 3-methy|-3-pentenyl. 4-methyl-3^)entenyl. 1- 

25 methyl-4-pentenyl, 2-methyl^pentenyl. 3-methyl-4-pentenyl. 4-methyl-4-pentenyl, 1.1- 
dlmethyl-2-butenyl. i.1-dlmethyl-3*utenyl. 1.2-dimethyl-1-butenyl. 1 ,2-d.methyI-2- 
butenyl. 1.2-dlmethyl-3-butenyl. 1.3Klimethyl-1-butenyl. 1,3-dimethyl-2-butenyl. 1.3- 
dlmethyi-3-butenyi. 2.2-dimethyl-3-butenyl, 2.3-dimethyl-1-butenyl. 2,3Klimethyi-2- 
butenyl 2.3-dimethyl-3-butenyl. 3.3-dimethyl-1-butenyl. 3,3-dimethyl-2-butenyI. 1-ethyl- 

30 1-butenyl 1-ethyl-2-butenyl. 1-ethyl-3-butenyl. 2-ethyl-1-butenyl. 2-ethyl-2-butenyl. 2- 
ethyl-3-butenyl. 1.1.2-trimethyl-2-propenyl. l^thyM-methyl-2-propenyl. 1-ethyl-2- 
methyl-1-propenyl and 1-ethyl-2-methyl-2-propenyl; 

"Cydoalkyr refers to a monocyclic 3- to 6-. 8-, 10- or 12-membered saturated carbon 
35 atom rings, e.g. Ca-CsKycloalkyI such as cyclopropyl. cydobutyl. cyclopentyi. 
cydohejyl, c^cloheptyl and Q^clooctyl. 

A 5- to 6-membered aromatic ring system containing 1 to 4 heteroatoms selected from 
oxygen sulfur and nitrogen, intends e.g. 5-membered hetaryl. containing 1 to 4 
40 nitrogen atoms orl to 3 nitrogen atoms and 1 sulfur or oxygen atom. e.g. furyl. th.enyl 
pyrrolyl. isoxazolyl. isothiazolyl. pyrazolyl. oxazolyl. thiazolyl. imidazolyl. oxadiazolyi. 
thiadiazolyl. oxadiazolyi. triazolyl. and tetrazolyl; or 6-membered hetaryl. containing 1 
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. to 4 nitrogen atoms or 1 to 3 nitrogen atoms and 1 sulfur or oxygen atom, e.g. 2- 
pyridlnyl, 3-pyridinyl. 4-pyridinyl. 3-pyridazinyl, 4-pyrida2inyl, 2-pyrimidinyl, 4- 
pyrimidinyl. 5-pyrimidlnyl. 2-pyrazlnyl. 1.3.5-tria2in-2-yl and 1.2.4-triazin-3-yl; 

5 a 3- to 6-membered saturated or partially unsaturated ring system whicii contains 1 to 
3 heteroatoms selected from oxygen, sulfur and nitrogen intends e.g. a saturated 3- to 
6-membered ringsystwn containing 1 to 3 lieteroatoms selected from nitrogen and 
oxygen, sucli as aziridine, pyrrolidine, tetrahydrofuran, tetrahydropyran, orpiperidine. 

10 By the term "veterinarily acceptable salts" is meant salts the anions of which are known 
and accepted in the art for the formation of salts for veterinary use. Suitable acid 
addition salte, e.g. formed by compounds of fomriula I containing a basic nitrogen 
atom, e.g. an amino group, include salts with inorganic adds, for example 
hydrochiorlds. sulphates, phosphates, and nitrates and salts of organic acids for 

15 example acetic add, maleic add. dimaleic add, fumaric add, difumaric add. methane 
sulfenic add, methane sulfonic add, and succinic acid. 

With respect to the intended use of the compounds of fomiula I. particular preference 
is given to the following meanings of the substltuents. In each case on their own or in 
20 combination: 

Preference is given to compounds of fonnula I wherein A denotes C-R®. 

Moreover, preference is given to compounds of fonnula I wherein B denotes C-R®. 

25 ^ 
Preference is also given to compounds of formula I wherein W denotes C-R . 

Particular preference is given to compounds wherein A denotes C-R^ B denotes C-R®, 
and W denotes C-R^. 

30 g 

Moreover, preference is given to compounds of fomiula I wherein R Is halogen or 
d-Ce-haloalkyl. with halogen, especially chlorine, being most prefenred. 

Preference is also givian to compounds of fonmula I wherein R* Is hydrogen or halogen. 
35 espedally hydrogen. 

Preference is further given to compounds of formula I wherein R^ is halogen or Ci-Ce- 
haloalkyl, preferably Ci-Ce-haloalkyI, espedally trifluoromethyl. 

40 Moreover, preference is given to compounds of fonnula I wherein Y Is in the ortho- 
position and is halogen or C-Ce-haloaikyl. Particular preference is given to compounds 
of formula I wherein Y Is halogen, especially chlorine. 
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Preference is given to compounds of fcnnula I wiierein nis 1. 

Preference is also given to compounds of fomiuia I wherein Q denotes 
5 -N=[C(NR'R^)R^. 

Moreover, preference is given to compounds of fbmnula I wherein is chlorine. 

Preference is also given to compounds of fomiula I wherein R denotes CrCVallcyl or 
10 hydrogen, preferably hydrogen. 

Preference is also given to compounds of fonnula I wherein R^ and R' each 
Independently are hydrogen. C,-Cio-alkyl which may be substituted by Ci-C4-alkoxy, or 
CrCio-cycloalkyI which may be substituted with from 1 to 3 halogen. 

Moreover, preference is given to compounds of fomiuia I wherein and R' each 
Independently are hydrogen. Ci-C4-alkyi. or Ca-Ce-cycloalkyl. 

Especially prefened are compounds of fbnnula I wherein R' is hydrogen and R^' is C,- 
20 Citr^lkyl which may be substituted by Ci-C4-alkoxy, or Ca-Cio-cycloaliQrt which may be 
substituted with from 1 to 3 halogen. Compounds of formula I wherein R is hydrogen 
and R' is CrC^-allcyl or Cs-Ce-cycIoalkyI are given special preference. 

Moreover, preference is given to compounds of fomiula I wherein R' is unsubstituted 
25 CrCo-alkyl or CrCio^cloalkyl. which may be substituted with 1 to 5 halogen atoms 
and/or 1 to 3 Ci-Cti-alkyI groups. 

Particulariy prefenBd are compounds of fonnula I wherein R^ is tert-butyl. 

30 Moreover, particulariy preferred are compounds of fonnula I wherein is cydopropyl 
which may be substituted with Ci-CralkyI or hatogen. especially 1-methyl-2,2- 
dichlorocyclopropyl. 

Moreover, preference is given to compounds of fomtula I wherein R^ is hydrogen or 
35 Ci-Ce-alkyl. 

With respect to their use. particular preference is given to the compounds l-A compiled 
in the tables below. Moreover, the groups mentioned for a substituent in the tables are 
on their own. Independently of the combination in which they are mentioned, a 
40 particulariy prefened embodiment of the substituent in questton. 
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With respect to their use, particular preference is also given to the hydrochloric add, 
maleic acid, dimaleic acid, fumaric acid, difumaric acid, methane sulfenic acid, 
methane sulfonic acid, and succinic acid adducts of the compounds of the tables 
below. 

5 

Some of the compounds of fonnula I are new. These are also subject-matter of this 
invention. 

Table 1 

10 Compounds of the formula 1-A wherein is methyl and the combination of R , R , R . 
R^ R^ and Yn con-esponds in each case to a row of Table A. 




I-A 



15 Table 2 

Compounds of the formula I-A wherein R^ Is ethyl and the combination of R\ R^, R®, 
R®, R^ and ¥„ corresponds in each case to a row of Table A. 

Tables ^ ^ 

20 Compounds of the fonnula I-A wherein R^ is ethyl and the combination of R\ R . R . 
R®, R^ and Yn con-esponds in each case to a row of Table A. 

Table 4 

Compounds of the fonnula I-A wherein R^ is propyl and the combination of R\ R^. R , 
25 R®, R^and Ynconrespondslneachcasetoarowof TableA. 

Table 5 

Compounds of the fonnula I-A wherein R^ is isopropyl and the combination of R\ R^, 
R^ R®, R^ and Yn conresponds in each case to a row of Table A. 
30 ' 

Tables ^ ^ ^ 

Compounds of the formula I-A wherein R^ is isobutyl and the combination of R , R , R . 
R^, R^ and Yn con-esponds in each case to a row of Table A. 

35 Table? ^ ^ 

Compounds of the fonnula I-A wherein R^ is tert-butyl and the combination of R , R , 
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R^ R^ and Y„ corresponds In each case to a row of Table A. 



Tables 

Compounds of the formula l-A wherein R^ is neopentyl and the combination of R\ R^ 
5 R^, R®, R^ and Y„ con-esponds in each case to a row of Table A. 

Table 9 

Compounds of the formula l-A wherein R® is (ydopropyl and the combination of R\ R*. 
R', R^, R^ and Yn conpesponds In each case to a row of Table A. 

10 

Table 10 

Compounds of the formula l-A wherein R^ is 1,1-dimethyl-propyl and the combination 
of R\ R^, R®, R^, R^ and Y„ conesponds In each case to a row of Table A. 

15 Table 11 

Compounds of the fonnula l-A wherein R' is cyclopropyl and the combination of R\ R^, 
R^, R^, R^ and Y„ connesponds in each case to a row of Table A. 

Table 12 

20 Compounds of the fontiula l-A wherein R® is 2,2-dlchlonx^lopropyl and the 

combinaUon of R\ R^ R', R^ and Y„ con^sponds In each case to a row of Table A 

Table 13 

Compounds of the fomiuia l-A wherein R^ is 2,2-dibromo-cyclopropyl and the 
25 combination of R\ R^, R^, R®, R^ and Y„ conresponds in each case to a row of Table A 

Table 14 

Compounds of the fonfnula l-A wherein R' is 1-methyI-cyclopropyl and the combination 
of R\ R^, R^ R^, R'^ and Y„ conresponds in each case to a row of Table A. 

30 

Table 15 

Compounds of the fonnula l-A wherein R^ Is 1-methyl-2.2-dichlorocyclopropyl and the 
combination of R\ R^ R^ R^ R^ and Y„ comesponds In each case to a row of Table A. 

35 Table 16 

Compounds.of the formula l-A wherein R^ is 1-methyl-2,2-dibromocyclopropyl and the 
combination of R\ R^ R^ R^ R^ and Y„ corresponds in each case to a row of Table A 
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F 


H 


A-718 


(CH2)2C8Hs 


H 


CFa 


CI 


F 


H 


A-719 


(CH2)2C6H4F 


H 


CFa 


CI 


F 


H 
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Kin 

no. 


■X 










Yn 






H 


CF3 


CI 


F 


H 






H 


CPs 


CJ 


F 


H 






H 


CPs 


CI 


F 


H 




^on2j2^6»«4^» 3 


H 


CPs 


CI 


F 


H 


A-/Z4 


^ 0112 j 2^6 >*4V-' wn 3 


H 


CPs 


CI 


F 


H 




^Lrn2^2>-'6"4^^'^3 


H 


CPs 


CI 


F 


H 


A TOA 


wn2wn'"wn2 


H 


CP3 


a 


F 


H 




cyclo^CsHs 


H 


CP3 


CI 


F 


H 


A-fZo 




H 


CF3 


CI 


F 


H 


A-72y 


M 

n 


H 


P 


CI 


CF3 


H 


A-7oU 


PW^ 

oris 


CH3 


P 


CI 


CP3 


H 




P14 PU 

Lrn2wn3 




F 


CI 


CF3 


H 




PU 


H 


P 


CI 


CF3 


H 


A TOO 


r^u pw« 
Lrn2^n3 


H 


F 


CI 


CF3 


H 


A 70.A 


/PM«\^PH« 

^on2/2^'«3 


H 


F 


CI 


CF3 


H 






H 


F 


CI 


CF3 


H 


A 70C 

A-7 ob 


PW PP* 


H 


F 


CI 


CF3 


H 


A "707 


PAPW«\« 


H 


F 


CI 


CF3 


H 


A 70Q 


n\A PW^PHoV 
v-rn2wn ^\-rn3j2 


H 


F 


CI 


CF3 


H 


A-73y 


On^Lfn3jv-/n2^>"3 


H 


F 


CI 


CF3 


H 


A-74U 


(Lrn2/2^^ri3 


H 
1 1 


F 


CI 


CPs 


H 


A-741 


r^u PU/PkPH«V 
On2^-'riv^on3;2 


H 


F 


Ci 


CF3 


H 


A-742 


pw/nPH^PH-V 
Un2wn^^Jv-fri2wri3;2 


H 
1 1 


F 


CI 


CF3 


H 


A TilO 

A-74o 


p 


H 


F 


CI 


CF3 


H 


A-744 


pi-i/PH-\P-H* 
wrnwn37V./6«'5 


H 


F 


CI 


CFs 


H 


A-740 


/PW«\^OP^H.? 
^L/n2;2^^6»'5 


H 


F 


CI 


CF3 


H 


A-74D 


/PU \-P-„H*. 


H 


F 


CI 


CF3 


H 


A TylT 

A-747 


/PU \«P«H^P 
(Lrrl2^2*-'6»'4~ 


H 


F 


CI 


CF3 


H 


A 7yiQ 
A-74o 


^Lfn2/2'^6"«4^» 


H 


F 


CI 


CF3 


H 


A-749 


/OU \ P^U.PW 
^Lrn2j2^*'4^*^ 


H 


F 


CI 


CF3 


H 


A Tcn 


/pH-.\*p«n ^ nUe 

\V^n2j2^"^4'-'*'3 


H 


F 


CI 


CF3 


H 


A TC*! 

A-701 


. ^on2j2^6'*4^« 3 


H 


F 


CI 


CF3 


H 


A 7CO 


/pu^\«p«i-i^nnHo 

n2/2*-'6" 4^^ *^ 3 


H 


F 


CI 


CP3 


H 


A 7CO 

A-7 Do 




H 


F 


CI 


CF3 


H 


A 7C>1 

A-f d4 


pu«pi-i=nHo 


H 


F 


CI 


CF3 


H 


A-755 


cyclo-CaHs 


H 


F 


CI 


CF3 


H 


A-756 


(CH2)2NHCH3 


H 


F 


CI 


CF3 


H 


A-757 


H 


H 


F 


CI 


CF3 


H 


A-758 


CH3 


CHs 


F 


CI 


CP3 


H 


A-759 


CH2CH3 


CH2CH3 


F 


CI 


CF3 


H 
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NO. 


■V 






R' 


r' 


Y„ 


A-70U 




H 


F 


CI 


CF3 


H 


A-/ 01 


L/n2wn3 


H 


F 


a 


CFa 


H 






H 


F 


a 


CF3 


H 


A-7DO 




H 


F 


CI 


CF3 


H 


A 


v-rn2wr3 


H 


F 


CI 


CF3 


H 


A-7o5 


P/PW \ 

0(Lrn3;3 


H 


F 


CI 


CF3 


H 


A-7do 


PU PU/PW-\- 


H 


F 


CI 


CFa 


H 


A-7o7 


Lrn(on3;on2wn3 


H 
1 1 


F 


CI 


CF3 


H 


A-768 


/r*i-f \ PkPi-i 

(Un2}2^^rl3 


n 


F 


CI 


CFa 


H 


A-7o9 


PU PU/OOW^\^ 

Un2wrHwon372 


U 
11 


F 


CI 


CF3 


H 


A-770 


PU PU/OPW-PH-U 
0n2wn^wwn2v^ri3^2 


u 

1 1 


F 


CI 


CF3 


H 


A-771 


r*u u 


H 

n 


F 


CI 


CF3 


H 


A-772 


PU/PU \P«H^ 


H 
1 1 


F 


CI 


CFa 


H 


A-77o 


/PU \ OP^H^ 


H 


F 


a 


CF3 


H 


A-774 


/ou \ P U^ 


H 


F. 


a 


CFa 


H 


A-770 


/PU \-P W-P 


H 

n 


F 


CI 


CF3 


H 


A-77D 


/PU \ P-.U-PI 


H 


F 


CI 


CF3 


H 


A-777 


/p»LJ \ p U.PM 

^On2;2^6n4^'^ 


u 

n 


F 


CI 


CF3 


H 


A-77o 


/nu \ p u PU* 
(On2)2^6n4v^n3 


H 

n 


F 


CI 


CF3 


H 


A-779 


/PU \ P U.PF« 
(Un2;2^6n4>-'r3 


H 
1 1 


F 


CI 


CFa 


H 


A-780 


(on2;2^6ri4^^»'3 


H 

n 


F 


CI 


CF3 


H 


. A-781 


//^U \ P U.OPP« 
(Un2;2^-'6»»4*^^» 3 


U 

n 


F 


CI 


CF3 


H . 


A "TOO 

A-782 


r*u PU— PU- 
Lrrl2wn— on2 


H 

n 


F 


CI 


CFs 


H 


A-783 


«fc*r»lr*_P u 

cycio-Osns 


H 
1 1 


F 


CI 


CF3 


H 


A >l 

A-7o4 


/PU \ MUPU. 

^On2;2»^rion3 


H 


F 


CI 


CF3 


H 


A 7DC 


u 
n 


H 


CI 


H 


CF3 


6-CI 


A TO ^ 

A-786 


r*u 
un3 


P-Ho 
0113 


CI 


H 


CF3 


6-CI 


A-7o7 


OU PU 


V/l I2^« *Q 


CI 


H 


CF3 


6-CI 


A-788 


ou 
Un3 


U 
11 


CI 


H 


CFs 


6-CI 


A-789 


/^u r*u 
ori2v-'n3 


H 

n 


CI 


H 


CFs 


6-CI 


A-790 


//^U \ PU 

(Un2j2^ri3 


U 

n 


CI 


H 


CF3 


"e^ci 


A-791 


r*u/pu 


H 

n 


CI 


H 


CF3 


6-CI . 


A-792 


OU PP* 


H 


CI 


H 


CF3 


6-CI 


A-793 


n/pu \ 


H 

r 1 


CI 


H 


CF3 


6-CI 


A-794 


PU PU/PW«\« 

Lfn2v^nvwn3^2 


H 


CI 


H 


CFs 


6-CI 


A-795 


-CH(CH3)CH2CH3 


H 


CI 


H 


CF3 


6-CI 


A-796 


(CH2)20CH3 


H 


CI 


H 


CFs 


6-CI 


A-797 


CH2CH(OCH3)2 


H 


CI 


H 


CFs 


6-CI 


A-798 


CH2CH(OCH2CH3)2 


H 


CI 


H 


CFs 


6-Cl 


A-799 


CH2C6H5 


H 


CI 


H 


CFs 


6-CI 



wo 2005/053402 



31 



PCT/EP2004/013685 
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No. 


K 




R* 


R" 




Yn 


A-840 


(CHajaNHCHa 


U 

n 


CI 


H 


F 


6-CI 


A-841 


H 


u 
n 




H 


CI 


6-CI 


A-842 


CH3 


0113 




H 


CI 


6-CI 


A-843 


CH2CH3 


v./n2v->n3 




H 

n 


CI 


6-CI 


A-844 


CH3 


n 




H 

n 


CI 


6-CI 


A-845 


CH2CH3 


LJ 

n 




n 


CI 


6-CI 


A-846 


(CH2)2CH3 


n 


r 


n 


CI 


6-CI 


A-847 


CH{CH3)2 


rl 


c 
r 


H 
n 


CI 


6-CI 


A-848 


CH2CF3 


i_j 
n 


c 
r 


n 


CI 


6-CI 


A-849 


C(CH3)3 


n 


r 


n 


CI 


6-CI 


A-850 


CH2CH(CH3)2 


LJ 

n 


c 
r 


u 
n 


CI 


6-CI 


A-851 


CH(CH3)CH2CH3 


u 
n 


c 
r 


n 


CI 


6-CI 


A-852 


(CH2)20CH3 


LJ 

n 


r 


u 
n 


CI 


6-CI 


A-853 


CH2CH(OCH3)2 


LI 

n 


r 


u 

n 


CI 


6-CI 


A-854 


CH2CH(OCH2CH3)2 


LJ 

n 


c 
r 


u 
n 


CI 


6-CI 


A-855 


CH2C6H5 


n 


r 


n 


CI 


6-CI 


A-856 


CH(CH3)C6H5 


It 
n 


c 
r 


t-l 
n 


CI 


6-CI 


A-857 


(CnyaOCeHs 


i_i 
n 


r 


u 
n 


CI 


6-CI 


A-858 


(Un2)2^6ri5 


LJ 

n 


c 
r 


u 
n 


CI 

wl 


6-CI 


A-859 


(CH2)2C6H4F 


LJ 

H 


n 
r 


u 
n 


CI 

wl 


6-CI 


A-860 


(CH2)2C6H4CI 


11 

n 


r 


u 
n 


CI 

wl 


6-CI 


A-861 


(CH2)2C6n4CN 


n 


r 


n 


CI 


6-CI 


A-862 


(Un2)2^n40n3 


LI 

n 


p 

r 


n 


CI 

wl 


6-CI 


A-863 


(Cn2}2^6n4V^r3 


n 


p 
r 


l-l 
n 


CI 


6-CI 


A-864 


(CH2)2C6H40CH3 


n 


p 
r 


u 

n 


CI 

wl 


6-CI 


A-865 


(CH2)2C6H40Ch3 


n 


p 


n 


CI 


6-CI 


A-866 


L/n2Un— on2 


LJ 

H 


p 

r 


n 


CI 

wl 


6-CI 


A-867 


cyclo-CsHs 


LJ 

M 


p 

r 


LJ 

n 


CI 

^^1 


6-CI 


A-868 


(CH2)2NHCH3 


LJ 

H 


p 
r 


u 
n 


CI 

wl 


6-CI 


A-869 


H 


n 


r^i 


u 

n 


CI 


6-CI 


A-870 


CH3 




Ul 


n 


CI 


6-CI 


A-871 


CH2CH3 






u 

n 


CI 


6-CI 


A-872 


CH3 


LJ 

n 




u 
n 


CI 


6-CI 


A-873 


Uri2wri3 


u 
n 


PI 
Ul 


H 
1 1 


CI 


6-CI 


A-874 


(Un2;2Vi'n3 


u 
n 


PI 
Ul 


II 


CI 


6-CI 


A-875 


CHfCHa)? 


H 


CI 


H 


CI 


6-CI 


A-876 


CH2CF3 


H 


CI 


H 


CI 


6-CI 


Mil 


C(CH3)3 


H 


a 


H 


CI 


6-CI 


A-878 


CH2CH(CH3)2 


H 


CI 


H 


CI 


6-Cl 


A-879 


CH(CH3)CH2CH3 


H 


CI 


H 


CI 


6-CI 
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No 1 


|l 








R^ 






fCH2)20CH3 1 


4 


CI 


H 


CI 


B-CI 


r\"00 1 


CH^CHfOCHs)? 


H 


CI 


H 


CI 


6-CI 




CH2CH(OCH2CH3)2 1 


H 


CI 


H 


CI 


6-CI 




CHsCfiHs 


H 


CI 


H 


CI 


6-CI 


AO OA 
A\"00*r 


CHfCHa^CsHs 


H 


CI 


H 


CI 


6-CI 


M-OOO 


^CHo^^OCrHs I 


H 


CI 


H 


CI 


6-CI 


A QQC 




H 


CI 


H 


CI 


6-CI 


AV'OOf 




H 


CI 


H 


CI 


6-CI 


/V-OOD 


fCHo'loCfiHACI 


H 


CI 


H 


CI 


fr^ci 






H 


CI 


H 


CI 


6-CI 


A Ron 


fCHf>^oCRH4CH3 


H 


CI 


H 


CI 


6-CI 




I wi iZ/Z^-tJ* '•i^' o 1 


H 


CI 


H 


CI 


6-CI 




^CHo^oCftH^OCHs 


H 


CI 


H 


CI 


6-CI 




fCHo^oCftHiiOCFs 


H 


CI 


H 


CI 


6-CI 




CHoCH=CH2 


H 


CI 


H 


CI 


6-CI 


A-090 




H 


CI 


H 


CI 




A^Q^ 




H 


CI 


H 


CI 


6-CI 


A-fiQ7 


ri 


H 


F 


H 


CI 


6-F 


A AQA 




CH3 


F 


H 


CI 


6-F 


A_AQQ 




CH2CH3 


p 


H 


Ci 


6-F 


A ono 




H 


z 


H 


CI 


6-F 


A oni 




H 


F 


H 


CI 


6-F 


A Qn9 
A-yu^ 




H 


F 


H 


CI 


6-F 


A CkfY^ 


wn^wr 13/2 


H 


F 


H 


CI 


6-F 


A Qfl4. 




H 


F 


H 


CI 


6-F 


A-QO^ 

A-yuo 


Vi/ywi 13/3 


1 ^ 


F 


H 


CI 


6-F 


A QHR 


wi i2v^> i^wi 


1 ^ 


F 


H 


CI 


6-F 




CH(CH'^)CH2CH3 




F 


H 


CI 


6-F 


A-yuo 




1 H 


F 


H 


CI 


6-F 


A-yuy 


CHoCHfOCHa)? 


|h 


F 


H 


CI 


6-F 


A"y lu 


CH9CH(0CH2CH3)2 


1 ^ 


F 


H 


CI 


"6-F 


A*y 1 1 




1 ^ 


F 


H 


CI 


6-F 


A Qi9 

A-y 




1 ^ 


F 


H 


CI 




A-y lo 


^CHo^oOCfiHs 


H 


F 


H 


CI 


6-F 


A.QiA 


^wi •2/Z^o' •*> 


H 


F 


H 


CI 


6-F 


A-915 


(CH2)2C6H4F 


H 


F 


H 


a 


"Tf 


A-916 


(CH2)2C6H4CI 


H 


F 


H 


CI 


o-r 


A-917 


(CH2)2C6H4CN 


H 


F 


H 


CI 


6-F 


A-918 


(CH2)2C6H4CH3 


H 


F 


H 


CI 


6-F 


A-919 


(CH2)2C6H4CF3 




F 


H 


CI 


'Tf 
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No. 


R 




R* 




R' 


Yn 


A-920 


(Cn2)2C6n4UL.n3 


LJ 

n 


F 

1 


H 


CI 


6-F 


A-921 


(Cn2)2C6n4UCr3 


n 


1 


H 


CI 


6-F 


A-922 




n 


r 


H 

n 


CI 


6-F 


A-923 


cyclo-CsHs 


n 




H 

n 


CI 


6-F 


A-924 


(CHajaNHCrIa 


n 


P 
r 


n 


CI 


R-F 


A-925 


H 


LJ 

n 


r 


M 
n 


F 




A-926 


CH3 


On3 


r 


n 


F 




A-927 


On2on3 


U^2^-'^3 


p 
r 


n 


p 


R-CI 


A-928 


CH3 


H 


r 


LJ 

n 


p 


fi-CI 


A-929 


CH2CH3 


1 1 
n 


1" 


n 


P 
p 




A-930 


(Lfn2)2^n3 


H 


r 


M 

n 


p 


fi-CI 


A-931 


CH(CH3)2 


LJ 

n 


c • 
r 


M 
n 


F 


fi-CI 


A-932 


CH2CF3 


11 
n 


r 


u 
n 


p 
P 


fi-CI 


A-933 


C(CH3)3 


LJ 

n 


r 




F 


6-CI 


A-934 


On20n(On3;2 


i_i 
n 


r 


l-l 
n 


F 
p 


fi-CI 


A-935 


CH(CH3)CH2CH3 


1 1 

n 


r 


u 
n 


p 

1 


R-CI 


A-936 


(CH2)20CH3 


LJ 

n 


r 


n 


P 
P 


R-CI 


A-937 


CH2CH(OCH3)2 


H 


r 


n 


p 
P 


fi-CI 

0— wl 


A-938 


CH2CH(OCH2CH3)2 


1 1 
n 


r 


M 

n 


p 
P 


fi-CI 


A-939 


CH2C6H5 


1 1 
n 


c 
r 


u 
n 


p 
P 


fi-CI 


A-940 


CH(CH3)C6n5 


H 


r 


LJ 

n 


p 
P 


fi-CI 


A-941 


(CH2)20C6H5 


H 


r 


LJ 

PI 


p 
P 


fi-CI 


A-942 


(Un2;2^6n5 


i 1 
n 


r 


PI 


F 
P 


fi-CI 

W wl 


A-943 


(CH2)2CeH4F 


1 1 
n 


r 


n 


F 
P 


fi-CI 

0— wl 


A-944 




1 1 
H 


1" 


n 


p 
P 


fi-CI 


A-945 


(CH2)2C6n4CN 


i_i 
n 


r 


n 


P 
P 


fi-CI 

\J wl 


A-946 


(Un2j2^6'»4^"3 


H 


r 


PI 


p 
P 


R-CI 

O-wl 


A-947 


i f\\ I \ 11 #^ 

(Un2)2^6n4^r3 


11 
n 


r 


n 


p 
P 


fi-CI 

U"wl 


A-948 


(CH2)2C6H40CH3 


H 


r 


PI 


F 
P 


6-CI 


A-949 


(CH2}2C6H40CF3 


1 1 
n 


r 


n 


p 
P 


6-CI 

w"wl 


A-950 


CH2CH=CH2 


1 1 
n 


r 


l-l 
n 


p 
P 


R-Cl 


A-951 


cydo-CaHs 


1! 

n 


n 
r 


n 


p 


6-CI 


A-952 


(CH2)2NHCH3 


1 1 
M 


r 


n 


F 
p 


6-CI 


A-953 


H 


11 
n 


r 


n 


CFo 
wn3 


6-F 


A-954 


CH3 


on3 


c 
r 


n 


CFo 
wr3 


6-F 




wi i2wi ig 


CH2OH3 


F 


H 


CF3 


6-F 


A-956 


CH3 


H 


F 


H 


CF3 


6-F 


A-957 


CH2CH3 


H 


F 


H 


CF3 


6-F 


A-958 


(CH2)2CH3 


H 


F 


H 


CF3 


6-F 


A-959 


CH(CH3)2 


H 


F 


H 


CF3 


6-F 
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No. 


R 


b2 
l\ 






R' 


Y„ 

■ n 


A-960 


CH2CF3 


11 

n 




n 


wi 3 


6-F 


A-961 


C(CH3)3 




■'= " 


u 

n 


CFq 


6-F 


A-962 


CH2CH(CH3)2 


LJ 

i 




H 

n 


CFq 

wi 3 


6-F 


A-963 


CH(CH3)CH2CH3 


i 1 

i 




u 
n 


wi 3 


6-F 


A-964 


(CH2)20CH3 


1 1 

i 




u 
n 


WI 3 


6-F 


A-965 


CH2CH(OCH3)2 


1 J 

T 




LJ 

n 


wr3 


6-F 


A-966 


CHzCH(OCH2CH3)2 


H 




n 




6-F * 


A-967 


CHzCsHs 


1 1 

T 




u 
PI 


wrs 


6-F 


A-g68 


CH(CH3)C6H5 


H 




LI 

n 


PF« 


R-F 


A-g69 


(CH2)20C6H5 


H 




u 

.n 


PF« 
v-fPs 


fi-F 
0-1 


A-970 


(CH2)2C6H5 


H 


P 


n 


PF« 


6-F 


A-971 


(CH2)2C6H4F 


H 


c 
r 


n 


TFo 
WI 3 


6-F 


A-972 


(CH2)2C6H4CI 


H 


r~ 

r 


ri 


PF« 
WIS 


6-F 

0— r 


A-973 


(CH2)2C6H4CN 


1 1 
•i 


r - 


n 


wr 3 


6-F 
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Particularly preferred with respect to the intended use in the present ii 
compounds of the formula l-B. 




5 

wherein 

R'' is chlorine or trifluoromethyl; 

10 and Y are each independently chlorine or tMomine; 

r2 is Ci-Ce-alkyl. Ca-Craikenyl, Cs-Csralkynyl. or 

CrCrcycloallcyl which may be substituted with 1 to 3 halogen atoms. 
CrC4-allcyl which is substituted by Ci-C4-alkoxy; 



15 
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R^' and are Ci-Ce-alkyI or rnay be taken together to form Cs-CercycloalkyI which 
may be unsubstituted or substituted by 1 to 3 haJogen atoms; 

is hydrogen or Ci-Ce-a'M. 

5 

or the enantiomers or veterinarily acceptable salts thereof. 

Preference is given to compounds of fbmiula l-B wherein R'' is trifluoromethyl. 

10 Preference is further given to compounds of fomiuia l-B wherein Y and are both 
chlorine. 

Moreover, preferred are compounds of fomiula l-B wherein R* Is Ci-Cralkyl. especially 
ethyl. 

Preference is further given to compounds of fonnula l-B wherein R^' and R^ are both 
methyl. 

Moreover, prefen-ed are compounds of formula - l-B wherein R'^ and R^ form a 
20 cyclopropyl ring which is unsubstituted or substituted by 1 to 3 halogen atone, 
especially chlorine and bromine. 

Moreover, particulariy prefen^ are compounds of formula l-B wherein R'' and R"^ 
form a cyclopropyl ring which is substituted by 2 halogen atoms. 

Moreover, particulariy preferred are compounds of fonnula l-B wherein R^' and R'' 
fonn a cyclopropyl ring which is substituted by 2 chlorine atoms. 

Particulariy preferred are compounds of fonnula l-B wherein R^' and R"" fonn a 2.2- 
30 dichloro(yclopropyl ring. 

Preference is further given to compounds of fonnula l-B wherein R** Is Ci-Ce-alkyI. 
especially methyl. 

35 Particulariy prefened are compounds of fonnula l-B wherein R^" and R" are all 
methyl. 

Moreover, particulariy preferred are compounds of fonnula l-B wherein R^ and R^ 
form a moiety l-methyi-2.2-dichlorocyclopropyl. 

40 

Preference is further given to compounds of fonnula l-B wherein 
R^ is trifluoromethyl; 
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Y and are each independently chlorine or bromine; 
is d-Ce-alkyl; 

R^^ and R^ are Ci-Ce-alkyI or may be taken together to form Ca-Ce-cydoalkyl which is 
substituted by 1 to 2 halogen atoms; 
5 R^ is d-Ce-allcyi; 

or the enantiomers or veterinarily acceptable salts thereof. 

Particular preference is given to N-ethyl-2.2-diinethylproplonamide-2-(2.6-dichloro- 
ot,o,o-trlfluoro-p-tolyl)hydrazone and N-Ethyi-2.2-dichloro-1-methylcyclopropane- 
10 carboxamide-2-(2,6-dichlorp-ot,(x,a-trifluoro-p-tolyl)hydrazone. 

Furthermore, particular preference with respect to the use in the present invention is 
given to the compound of formula 1-1 (N-ethyl-2,2-dimethylpropionamlde-2-(2,6- 
dichlorQ-a,a,a-trifluoro-p-tolyl)-hydrazone): 



Moreover, particular preference with respect to the use in the present invention is given 
to the compound of formula 1-2 (N-Ethyl-2,2-dichloro-1-methylcyclopropane- 
carboxamide-2-(2,&<lichlorcHx,cic,a -trifluoro-p-toly!)hydrazone): 



Compounds of fonnula I and compositions comprising them are preferably used for 
controlling and preventing infestations and infections animals including warm-blooded 
animals (including humans) and fish. They are for example suitable for controlling and 
preventing infestations and infections in mammals such as cattle, sheep, swine, 
25 camels, deer, horses, pigs, poultry, rabbits, goats, dogs and cats, water buffalo, 
donkeys, faltow deer and reindeer, and also in fur-bearing animals such as mink, 
chinchilla and raa»on, birds such as hens, geese, turiceys and ducks and fish sudi as 
fresh- and salt-water fish such as trout, carp and eels. 





30 



Compounds of fonnula I and compositions comprising them are preferably used for 
controlling and preventing infestations and infections in domestic animals, such as 
dogs or cats. 
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Infestations in wanm-blooded animals and fisli include, but are not limited to, lice, biting 
lice, ticks, nasal bots, Iceds, biting flies, muscoid flies, flies, myiasitic fly larvae, 
chiggers, gnats, mosquitoes and fleas. 

5 The compounds of fomnula 1 and compositions comprising them are suitable for 
systemic and/or non-systemic control of ecto- and/or endoparasites. They are active 
against all or some stages of development 

The compounds of fomnula I are especially useful for combating ectoparasites. 

10 

The compounds of fomnula I are especially useful for combating parasites of the 
following orders and species, respectively: 

fleas (Siphonaptera). e.g. Ctenocephalides felis, Ctenocephalides canis, Xenopsylla 
15 cheopis, Pulex irritans, Tunga penetrans, and Nosopsyllus fasciatus, 

cockroaches (Blattaria - Blattodea), e.g. Blattella germanica, Blattella asahinae, 
Periplaneta amerioana, Periplaneta Japonica, Periplaneta brunnea, Penplaneta 
fuligginosa, Periplaneta australasiae, and Blatta orientalis, 

20 

flies, mosquitoes (Diptera), e.g. Aedes aegypti, Aedes albopictus, Aedes vexans, 
Anastrepha ludens, Anopheles maculipennis. Anopheles cmdans. Anopheles 
alblmanus, Anopheles gambiae, Anopheles freebomi, Anopheles leucosphynjs, 
Anopheles minimus, Anopheles quadrimaculatus, Calliphora vicina, Chrysomya 

25 bezziana, Chrysomya hominivorax, Chrysomya macellaria, Chrysops discalis, 
Chrysops silacea, Chrysops atlanticus, Cochliomyia hominivorax, Cordylobia 
anthropophaga, Cullcoides furens, Culex pipiens, Culex nigripalpus, Culex 
quinquefasciatus, Culex tarsalls, Cullseta inomata, Culiseta melanura, Dennatobla 
hominis, Fannia canicularis, Gasterophilus intestinalis, Glossina morsitans, Glossina 

30 palpalis, Glossina fuscipes, Glossina tachinoides, Haematobia initans, Haplodiplosis 
equestris, Hippelates spp., Hypodenna lineata, Leptoconops tonrens, Lucilia caprina, 
Lucilia cuprina, Lucilia sericata, Lycoria pectoralis, Mansonia spp., Musca domestica, 
Muscina stabulans, Oestrus ovis, Phlebotomus argentipes, Psorophora columbiae, 
Psorvphora discolor, Prosimullum mixtum, Sarcophaga haemonhoidalis, Sarcophaga 

35 sp., Simulium vittatum, Stomoxys calcitrans, Tabanus bovinus, Tabanus atratus, 
Tabanus lineola, and Tabanus similis, 

lice (Phthiraptera). e.g. Pediculus humanus capitis, Pediculus humanus corporis, 
Pthims pubis, Haematopinus eurystemus, Haematopinus su/s, Unognathus yituli, 
40 Bovicola bovis, Menopon gallinae, Menacanthus stramineus and Solenopotes 
capillatus. 
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ticks and parasitic mites (Parasitiformes): ticks (Ixodida). e.g. Ixodes scapularis. Ixodes 
holocydus Ixodes pacificus, Rhiphicephalus sanguineus, Dermacentor andersoni, 
Dermacentor variabilis, Amblyon,ma americanum, Ambryomma maculatum, 
Omithodorus hermsi, OrnHhodoms turicata and parasitic mites (Mesostigmata), e.g. 
5 Omithonyssus bacoti and Demianyssus gallinae, 

AclinedWa (Prostigmata) und Acaridida (Astigmata) e.g. Acarapis spp.. Cheyletiella 
spp., Omithocheyletia spp.. Myobia spp., Psorergates spp.. Demodex spp.. Trombicula 
spp Ustrophorus spp.. Acams spp.. Tyrophagus spp.. Caloglyphus spp., Hypodectes 
10 spp., Remlichus spp.. Psoroptes spp.. Chorioptes spp., Otodectes spp., Sarcoptes 
spp.. Notoedies spp.,Knemidocoptes spp.. Cytodites spp., and Umlnosioptes spp. 

Bugs (Heteropterida): amex ledularius, amex hemipterus, Reduvlus senilis. Triatoma 
spp., Rhodnius ssp.. Panstrongylus ssp. and Anlus critatus, 

Anoplurida. e.g. Haematopinus spp.. Unognathus spp., Pediculus spp.. Phtims spp.. 
and Solenopotes spp, 

Mallophagida (suboixlere Amblycerina and Ischnocerina). e.g. Trimenopon spp.. 
20 Menopon spp., Trinoton spp., Bovicola spp.. Wemecklella spp.. Lepikentmn spp.. 
Tridiodectes spp.. and Felicola ^p. 

Roundwonns Nematoda: 

Wipevwomis and Trichinosis CTrichosyringida). e.g. Trichineilklae (Trichinella spp.). 
(Trichuridae; Trichuris spp.. Capillaria spp. 

Rhabditida. e.g. Rhabditis spp. Strongyloides spp.. Helicephalobus spp. 

Strongylida, e.g. Strongylus spp.. Ancylo^oma spp.. Necator americanus. 
Bunostomum spp. (Hookworm). Trichostmngylus spp.. Haemonchus contortus.. 
Ostertagia spp. . Cooperia spp.. Nematodims spp.. Dictyocaulus spp.. Cyathostoma 
spp Oesophagostomum spp.. Stephanums dentatus. Ollulanus spp.. Chaberba spp., 
Stephanums dentatus . Syngamus trachea. Ancylostoma spp.. Uncinaria spp.. 
35 Globocephalus spp.. Necator spp.. Metastrongylus spp.. Muellerius capillans. 
Prvtostrongylus spp.. Angiostmngylus spp.. Parelaphosbrongylus spp. Aleurostrongylus 
abstrusus. and Dioctophyma ren^e, 

Intestinal roundwomis (Ascaridida). e.g. Ascarfs lumbricoides, Ascaris suum, Ascaridia 
40 gain. Parascaris equorum. Enterobius vermicularis (Threadworm). Toxocara cams. 
Toxascaris leonine. Skijabinema spp., and Oxyuris equi. 



25 
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Camallanida, e.g: Dracunculus medinensis (guinea worm) 

Spirurida, e.g. Thelazia spp. Wuchereria spp.. Brugia spp.. Onchocerca spp., DiroWari 
spp.a. Dipetalonema spp., S&taria spp.. Baeophora spp.. Spirocerca lupi. and 
5 Habmnema spp.. 

Thomy headed worms (Acanthocephala). e.g. Acanthocephalus spp..- 
Maaacanthorhynchus hirudinaceus and Ondcda spp. 

10 Planarians (Plathelminthes): 

Flukes (Trematoda), e.g. Faciola spp.. Fasdoloides magna, Paragonimus spp.. 
Dicrocoelium spp.. Fasciolopsis buski. aonorchis sinensis, Sctiistosoma spp., 
Tricfmbilharzia spp., Maria alata, Paragonimus spp., and Nanocyetes spp, 

15 

Ceroomeromorpha. in particular Cestoda (Tapeworms), e.g. Diphyllobottirium spp.. 
Tenia spp., Ectiinococcus spp., Dipylidium canlnum, Multiceps spp., Hymenolepis spp., 
l\4esocestoides spp., Vampirolepis spp., Moniezia spp., Anoplocephala spp., Sirometra 
spp., Anoploceptiala spp.. and Hymenolepis spp. 

20 

The compounds of formula I and compositions containing them are particularly useful 
for the control of pests from the orders Diptera, Siphonaptera and Ixodida. 

Moreover, the use of the compounds of fomiula I and compositions containing them for 
25 combating mosquitoes is especially prefenred. 

The use of the compounds of fomiula I and compositions containing them for 
combating flies is a further prefen^ embodiment of the present invention. 

30 Furthennore, the use of the compounds of fonnula I and compositions containing them 
for combating fleas is espectaily prefen«d. 

The use of the compounds of fomiula I and compositions contairiing them for 
combating ticks is a further prefen^d embodiment of the present invention. 

The compounds of formula I also are especially useful for combating endoparasites 
(roundwonns nematoda, thomy headed womis and planarians). 

Administration can be carried out both prophylactically and therapeutically. 

40 

Administration of the active compounds is carried out directly or in the fomn of suitable 
preparations, orally, topically/dennally or parenterally. 
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For oral administration to wami-blooded animals, the formula 1 compounds may be 
formulated as animal feeds, animal feed premixes, animal feed concentrates, pills, 
solutions, pastes, suspensions, drenches, gels, tablets, boluses and capsules^ In 
5 addition, the formula I compounds may be administered to the animals in their dnnkmg 
water For oral administration, the dosage fomi chosen should provide the animal wrth 
0 01 mg/kg to 100 mg/kg of animal body weight per day of the fomnula I compound, 
preferably with 0.5 mg/kg to 100 mg/kg of animal body weight per day. 

10 Alternatively, the fomiula I compounds may be administered to animals parenterally. 
for example, by intraruminal, intramuscular, intravenous or subcutaneous injection. 
The fomiula 1 compounds may be dispersed or dissolved In a physiologlcaBy 
acceptable carrier for subcutaneous Injection. Alternatively, the fomiula I c°mP°"nds 
may be formulated Into an Implant for subcutaneous administration. In addrtion the 

15 fomiula I compound may be transdemially administered to animals. Fo;; Pa'^"^'^' 
administration, the dosage fom chosen should provide the animal with 0.01 mg/kg to 
100 mg/kg of animal body weight per day of the formula 1 compound. 

The fomiula I compounds may also be applied topically to the animals In the fonri of 
20 dips, dusts, powders, collars, medallions, sprays, shampoos, spot-on and pour-on 
fomiulatlons and In ointments or oil-in-water or water-in-oil emulsions. For topical 
application, dips and sprays usually contain 0.5 ppm to 5,000 ppm and preferably 1 
Dpm to 3 000 ppm of the fomiula I compound. In addrtion, the fomiula I compounds 
may be fomiulated as.ear tags for animals, particulariy quadrupeds such as catBe and 
25 sheep. 

Suitable preparations are: 



30 



35 



- solutions such as oral solutions, concentrates for oral administration after dilution, 
solutions for use on Ihe skin or in body cavities, pouring-on fomnulations. gels; 

- Emulsions and suspenstons for oral or demrtal administration; seml-solld 
preparations; 

. Fomiulations in which the active compound is processed in an ointment base or in 
an (Ml-in-water or water-in-oil emulsion base; 



- solid preparations such as powders, premixes or concentrates, granules, pellets, 
tablets, boluses, capsules; aerosols and inhalants, and active compound-containing 
40 shaped articles. 
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rnmpnsHlons suit a^^f pr iniection a re prepared by dissolving tine active ingredient in a 
suitable solvent and optionally adding further Ingredients such as acids, bases, buffer 
salts, preservatives, and solubilizers. The solutions are filtered and filled sterile. 

5 Suitable solvents are physiologically tolerable solvents such as water, alkanols such as 
ethanol. butanol. benzyl alcohol, glycerol, propylene glycol, polyethylene glycols, N- 
methyl-pyrrolidone, 2-pyrrolidone, and. mixtures thereof. 

The active compounds can optionally be dissolved in physiologically tolerable 
10 vegetable or synthetic oils vtfhich are suitable for injection. 

Suitable solubilizere are solvents which promote the dissolution of the active 
compound In the main solvent or prevent Hs precipitation. Examples are 
polyvinylpyrrolidone, polyvinyl alcohol, polyoxyethylated castor oil. and 
IS polyoxydthylated sorbitan ester. 

Suitable preservatives are benzyl alcohol, trichlorobutanol, p-hydroxybenzoic add 
esters, and n-butanol. 

Oral solutions are administered directly. Concentrates are administered orally after 
prior dilution to the use. concentration. Oral solutions and concentrates are prepared 
accoiding to the state of the art and as described above for injection solutions, sterile 
procedures not being necessary. 

25 .qniutions for use on the skin are trickled on, spread on. mbbed in. sprinkled on or 
sprayed on. 

Solutions for use on the skin are prepared according to the state of the art and 
acconJing to what is described above for injection solutions, sterile procedures not 
30 being necessary. 

Further suitable solvents are polypropylene glycol, phenyl ethanol, phenoxy ethanol. 
ester such as ethyl or butyl acetate, benzyl benzoate, ethers such as alkyleneglycol 
alkylether, e.g. dipropylenglycol monomethylether. ketons such as acetone, 
35 methylethylketone, aromatic hydrocarbons, vegetable and synthetic oils, 
dimethylfomiamide, dimethylacetamlde, transcutol. solketal. propylencartjonate, and 
mixtures thereof. 

It may be advantageous to add thickeners during preparation. Suitable thickeners are 
40 inorganic ttiickeners such as bentonltes, colloidal silicic acid, aluminium monostearate, 
organic thickeners such as cellulose derivatives, polyvinyl alcohols and their 
copolymers, acrylates and methacrylates. 



20 
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20 



Gels are applied to or spread on the skin or introduced into body cavities. Gels are 
prepared by treating solutions which have been prepared as described in the case of 
the injection solutions with sufficient thickener that a clear material having an ointment- 
like consistency results. The thickeners employed are the thickeners given above. 

Pn..r-nn formulations are poured or sprayed onto limited areas of the skin, the active 
compound penetrating the skin and acting systemically. 

Pour-on formulations are prepared by dissolving, suspending or emulsififlng the active 
compound in suitable skin-compatible solvents or solvent mixtures. If appropriate, 
other auxiliaries such, as colorants, bioabsorption-promoting substances, antioxidants, 
light stabilizers, adhesives are added. 

Suitable solvents which are: water, alkanols. glycols, polyethylene glycols, 
■polypropylene glycols, glycerol, aromatic alcohols such as benzyl alcohol, 
phenylethanol. phenoxyethanol. esters such as ethyl acetate, butyl acetate, benzyl 
benzoate ethers such as alkylene glycol alkyl ethers such as dipropylene glycol 
monomethyl ether, diethyiene glycol mono-butyl ether, ketones such as acetone, 
methyl ethyl ketone, cyclic cariwnates such as propylene carijonate. ethylene 
carbonate, aromatic and/or aliphatic hydrocarbons, vegetable or synthetic oils. DMF, 
dimethylacetamide. n-alkylpyrrolidones such as methylpyrrolidone. n-butylpyrrolidone 
or n-octylpyrrolidone. N-methylpyrrolidone, 2-pynrolidone. 2,2-dimethyl-4^xy- 
methylene-1.3-diox- olane and glycerol formal. 

Suitable colorants are all colorants pemiitted for use on animals and which can be 
dissolved or suspended. 

Suitable absorption-promoting substances are, for example. DMSO, spreading oils 
30 such as isopropyl myristate. dipropylene glycol peiargonate, siiicone oils and 
copolymers thereof with poiyethers, fatty add esters, triglycerides, fatty alcohols. 

Suitable antioxidants are sulfites or metabisulfites such as potassium metebisulflte. 
ascorbic acid, butylhydroxytoluene, butylhydroxyanisole. tocopherol. 

Suiteble light stabilizers are. for example, novantlsolic acid. 

Suitable adhesives are. for example, cellulose derivatives, starch derivatives, 
polyacrylates, natural polymers such as alginates, gelatin. 

Emulsions can be administered orally, dennally or as injections. 
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Emulsions are either of the water-ln-oH type or of the oil-in-water type. 

They are prepared by dissolving the active compound either in the hydrophobic or in 
the hydrophilic phase and homogenizing this with the solvent of the other phase with 
5 the aid of suitable emulsifiers and, if appropriate, other auxiliaries such as colorants, 
absorption-promoting substances, preservatives, antioxidants, light stabifizers, 
viscosity-enhancing substances. 

Suitable hydrophobic phases (oils) are: 

10 - liquid paraffins, silicone oils, natural vegetable oils such as sesame oil. almond 
oil, castor oil, synthetic triglycerides such as caprylic/capric biglyceride, 
triglyceride mixture with vegetable fatty adds of the chain length Cg-Ciz or other 
specially selected natural fatty acids, partial glyceride mixtures of saturated or 
unsaturated fatty adds possibly also containing hydroxyl groups, mono- and 

15 diglycerides of the Cg-Cio fatty adds, 

- fatly add esters such as ethyl stearate, di-n-butyryl adipate, hexyl laurate, 
dipropylene glycol periargonate, esters of a branched fatty add of medium 
chain length with saturated fatty alcohols of chain length Cie-Cis, isopropyl 
myristate, isopropyl palmitate, caprylic/capric add esters of saturated fatty 

20 alcohols of chain length C12-C18, isopropyl stearate, oleyl deate, decyl oleate, 

ethyl oleate, ethyl lactate, waxy fatty acid esters such as synthetic dude 
coa^eal gland fat, dibutyl phthalate, diisopropyl adipate, and ester mfactures 
related to the latter. 

- fatty alcohols such as isotridecyl alcohol, 2-octyldodecanol, cetylstearyl alcohol, 

25 oleyl alcohol, and 

- fatty adds such as oleic add and 

- mixtures thereof. 

Suifable hydrophilic phases are: water, alcohols such as propylene glycol, glycerol, 
30 soriiitol and mixtures thereof. 

Suitable emulsifiers are: 

- non-ionic surfactants, e.g. polyethoxylated castor oil, polyethoxylated sortaifan 
monooleate, sorblten monostearate, glycerol monostearate, polyoxyethyl 

35 stearate, alkylphenol polyglyool ethen 

- ampholytic surfactente such as di-sodium N-lauryl-p-imlnodipropionate or 

ledthin; 

- anionic surfactants, such as sodium lauiyl sulfate, fatty alcohol elher sulfates, 
mono/dialkyi polyglycol ether orthophosphoric add ester monoethanoiamine 

40 salt; 

cation^ctive surfactente, such as cetyltrimethylammonlum chloride. 
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Suitable further auxiliaries are: substances which enhance the viscosity and stabilize 
the emulsion, such as carboxymethylcellulose, methylcellulose and other cellulose and 
starch derivatives, polyacrylates, alginates, gelatin, gum arabic, polyvinylpyn-olidone, 
polyvinyl alcohol, copolymers of methyl vinyl ether and maleic anhydride, polyethylene 
5 glycols, waxes, colloidal silicic acid or mixtures of the substances mentioned. 

Suspensions can be administered orally or topicaliy/dermally. They are prepared by 
suspending the active compound in a suspending agent, if appropriate with addition of 
other auxiliaries such as wetting agents, colorants, bioabsorption-promoting 
10 substances, presen^tives, antioxidants, light stabilizers. 

Liquid suspending agents are all homogeneous solvents and solvent mixtures. 

Suitable wetting agents (dispersants) are the emulslfiers given above. 

15 

Other auxiliaries which may be mentioned are those given above. 

Semi-solid preparations can be administered orally or topically/dennally. They differ 
from the suspensions and emulsions described above only by their higher viscosity. 

20 

For the production of solid preparations, the active compound is mixed with suitable 
excipients, if appropriate with addition of aiodliaries, and brought Into the desired form. 

Suitable excipients are all physiologically tolerable solid inert substances. Those used 
25 are inorganic and organic substances. Inorganic substances are, for example, sodium 
chloride, carijonates such as calcium carbonate, hydrogencarbonates. aluminium 
oxides, titanium oxide, silicic adds, argillaceous earths, predpllated or colloidal silica, 
or phosphates. Organic substances are, for example, sugar, cdlulose, fbodstuffe and 
feeds such as milk powder, animal meal, grain meals and shreds, starches. 

30 

Suitable auxiliaries are preservatives, antio)ddants, and/or colorants which have been 
mentioned above. 

Other suitable auxiliaries are lubricants and glidants such as magnesium stearate, 
35 stearic acid, talc, bentonites, disintegration-promoflng substances such as starch or 
crosslinked polyvinylpynDlidone, binders such as starch, gelatin or linear 
polyvinylpynx)lidone, and dry binders such as microcrystalline cellulose. 

The compositions which can be used In the invention can comprise generally from 
40 about 0.001 to 95% of Vne compound of fomiula I. 
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Generally it is favorable to apply the compounds of formula I In total amounts of 0.5 
mg/kg to 100 mg/kg per day . preferably 1 mg/kg to 50 mg/kg per day. 

Ready-to-use preparations contain the compounds acting against parasites, preferably 
ectoparasites, in concentrations of 10 ppm to 80 per cent by weight, preferably from 
0.1 to 65 per cent by weight, more preferably from 1 to 50 per cent by weight, most 
preferably from 5 to 40 per cent by weight. 

Preparations which are diluted before use contain the compounds acting against 
ectoparasites in concentrations of 0.5 to 90 per cent by weight, preferably of 1 to 50 
per cent by weight. 

Furthemiore. the preparations comprise the compounds of fbmiula I against 
endoparasites In concentrations of 10 ppm to 2 per cent by weight, preferably of 0.05 
to 0.9 per cent by weight, very particularly preferably of 0.005 to 0.25 per cent by 
weight 

In a preferred embodiment of the present invention, the compositions comprising the 
compounds of formula I them are applied dennally / topically. 

In a further preferred embodiment, the topical application is conducted in the form of 
compound-containing shaped articles such as collars, medallions, ear tags, bands for 
fixing at body parts, and adhesive strips and foils. 

Generally it is favorable to apply solid fomiulations which release compounds of 
fonnula I in total amounts of 10 mg/kg to 300 mg/kg. preferably 20 mg/kg to 200 
mg/kg. most preferably 25 mg/kg to 160 mg/kg body weight of the treated animal in 
the course of three weeks. 

For the preparation of the .h^ned articles, themioplastic and flexible plastics as well as 
elastomer and themioplastic elastomers are used. Suitable plastics and elastorners 
are polyvinyl resins, polyurethane. polyacrylate. epoxy resins, cellulose, cellulose 
derivatives, polyamides and polyester which are sufficiently compatible with the 
compounds of fomiula I. A detailed list of plastics and elastomers as well as 
preparation procedures for the shaped articles is given e.g. in WO 03/086075. 

The active compounds can also be used as a mixture with synergists or with other 
active compounds which act against pathogenic, endo- and ectoparasites. 

, The foltowing list of pesticWes together with which the compounds according to the 
Invention can be used, is intended to illustrate the possible combinations, but not to 
Impose any limitation: 
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Organophosphates: Acephate, Chlorfenvinphos, Diazinon, Dichlon^os, Dicrotophos, 
Dimethoate, Ethion, Fenitrothion, Fenthion, Isoxathion, Malathion, Phenthoate, 
Phosalone, Phosmet, Phoxim. Pirimiphos-methyl, Profenofos, Prothiofos, Sulprophos, 
5 Triazophos, Trichlorfon, Quintiofos, Coumaphos. Chlorphoxim, Bromophos-ethyl, 2,3- 
p-Dioxanedithiol-S,S-bis(0,0-diethylphosphorodithionat); 

Carbamates: Alanycarb, Benfuracarb, Carbaryl, Carbosulfan, Fenoxycarb, 
Furathiocarb, Indoxacarb, Triazamate; 

10 

Pyrethroids: alpha-Cypermethrin, Deltamethrin, Ethofenprox, Fenvalerate, Cyhalothrin. 
Lambda-Cyhalothrin, Permethrin, Silafluofen. Tau-Fluvalinate, Tralomethrin, Zeta- 
Cypermethiin. Flumethrin, Cyflulhrin and its enantiomers and stereomers. 
Cypermethrin; 

15 

Arthropod growth regulators: a) chitin synthesis inhibitors: benzoylureas: 
Chiorfluazuron. Cyromazine, Diflubenzuron, Fiucycioxuron, Rufenoxuron, 
Hexaflumuron, Lufenuron, Novalufon, Teflubenzuron, Triflumunon; Buprofezin, 
Diofenolan, Hexythiazox. Etoxazole, Qofentazine; b) ecdy§one antagonists: 
20 Halofenozide, ' Methoxyfenozlde, Tebufenozide; c) juvenoids: Pyiiproxyfen, 
IVIethoprBne, Fenoxycarb; d) lipid biosynthesis Inhibitors: Spirodlciofen; 

Neonicotinoids: Acetamiprid. Clothianidin, Flonicamid, Imidaoloprid, Nitenpyram, 
Thiadoprid, Thiamethoxam; 

25 - 

Synthetic coccidiosis compounds, poiyetherantibloiics: Amprolium, Robenidin, 
Toltrazuril, Monensin, Saiinomycin, Maduramldn, Lasalocid, Narasin, Semduramidn; 

Various: Abamectin (Avemnectins), Acequinocyl, Amitraz, Azadirachtin, Bifenazate, 
30 Bacillus thuringlensis, Bacillus subtiiis, Cartap, Chlorfenapyr, Chlordimeform, 

Cyromazine. Diafenthiuron. Dinetofuran, Diofenolan. Emamectin. Endosulfan. 

Epsiprantel, Ethiproie. Fenazaquin, Fipronil, Fonnetanate. Fomietanate hydrochloride. 

Hydiamethylnon, Indoxacarb, 4-{(2Z)-2-({[4-(trlfluoro-methoxy)anilino] carbonyl} 

hydrazono)-2-[3-(trifluoromethyl)-phenyaethyl} benzo-nitrile, L-2,3,5,6-tetrahydro-6- 
35 phenyl-imidazothlazole. Levamisole. l\/lilbemectin (Miibemydns), Moxidectin, 

Praziquantel, Pyrantel, Pyridaben, Pymetrozine, Selamectin, Spinosad, Sulfur, 

Tebufenpyrad, and Thiocyciam. 

in general, "parasitiddally effective amounf means the amount of active Ingredient 
40 needed to achieve an observable effect on growth, induding the effects of necrosis, 
death, retardation, prevention, and removal, destruction, or otherwise diminishing the 
occurrence and activity of the target organism. The parasitiddaliy effective amount can 
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vary for the various compounds/compositions used in the invention. A parasiticidally 
effective amount of the compositions will also vary according to the prevailing 
conditions such as desired parasiticidal effect and duration, target species, mode of 
application, and the tilce. 

5 

Examples of action against parasites 

1. Screening method to t^ contact activity against stable fly. yellowfever 
mosquito, house mosquito, malaria mosquito, cat flea, and brown dog tick via glass 

10 contact 

Glass vials (20 ml scintillation vials) were treated with 0.5 ml of a solution of active 
ingredient in acetone. Each vial was rolled uncapped for ca. 10 minutes to allow the a.L 
to completely coat the vial and to altow for full drying of the acetone. Insects or ticks 
15 were placed into each vial. The vials were kept at 22 and were obsen/ed for 
treatment effects at various time intervals. Results are presented in Table I. 

2. Screening method to test contact activity against yellowfever mosquito, 
southern house mosquito, and malaria mosquito larvae via water treatment 

20 

Well plates vi^re used as test arenas. The active ingredient was dissolved in acetone 
' and diluted with water to obtain the concentrations needed. The final solutions 
containing appr. 1% acetone were placed into each well. Approximately 10 mosquito 
larvae (4*-instars) in 1 ml water were added to each well, larvae were fed one drop of 
25 liver powder each day. The dishes were covered and maintained at 22''C. Mortality was 
recorded daily and dead larvae and live or dead pupae were removed daily. At the end 
of the test remaining live larvae were recorded and percent mortality was calculated. 
Results are shown in Table I. 

30 Each test was replicated at least 3 times. 
Results 

Tests conducted with compounds of fomiula 1-1 and 1-2 showed the following results: 

35 
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Pest Common Name 


Pest Latin Name 


Rate 


Days or Hours to 
achieve 100% mortality 


Screening metlnod to test contact activity via glass contact 


stable fly 


Stomoxys calcitrans 


10 ppm 


4 hours 


yellowfever mosquito 


Aedes aegypti 


10 ppm 


4 hours 


house mosquito 


Culex quinquefasdatus 


0.5 ppm 


4 hours 


malaria mosquito 


Anopheles albimanus 


1 ppm 


1 day 


cat flea 


Ctenocephalides Ms 


100 ppm 


2 days 


brown dog tick 


Rhipicephalus 
sanguineus 


10 ppm 


3-5 days 


Screening method to test contact activity via water treatment 


yellowfever mosquito 


Aedes aegypti 


10 ppm 


2 days 


house mosquito 


Culex quinquefasdatus 


10 ppm 


1 day 


malaria mosquito 


Anopheles albimanus 


1.0 ppm 


1 day 



3. Activity against cat flea in an "articifial dog" apparatus 

•5 

The active ingredient was dissolved in acetone and mixed with an appropriate volume 
of defibrinated cattle blood. 5 ml of treated blood were poured Into a feeding chamber 
fitted vwth a paraffin wax film membrane. The chamber with the treated blood was 
placed over a flea feeding chamber. The test was repeated for each of 5 dose 
10 concentrations of each of the active ingredients. Treatment effects, including 

knockdown, failure to feed after 24 hours, failure to lay eggs, etc, were obsen/ed at 
various intervals. Control tests were conducted with acetone / blood mixtures. 

Results 

15 

Tests conducted with 100 ppm of compounds of fomiula 1-1 and 1-2 showed an over 
60% killing rate of Ctenocephalides fells. 
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Claims: 



1 . The use of compounds of fomnula I 



R 



w"V-N-Q 



(I) 



wherein 



10 



IS 



N= 



,3 .or 



Is chlorine, bromine, or fluorine; 



15 



20 



25 



30 



35 



R\ are each independently hydrogen, Ci-Cio-alkyl, Cs-Cio-alkenyl, 
C3-Ci(ralkynyl, or Cs-CircycloalkyI, CrCe-alkyiamino, di(Ci-C6- 
alkyI)-amino. Ci-Ce-alkylcarbonylamino, Ci-Ce-alkylsuIfonyl, or Cr 
Ce-aikylsulfinyl, wherein the carbon atoms in these groups may be 
substituted with 

1 to 3 halogen, hydroxy, nitro, cyano, amino, mercapto, CrCe- 
alkoxy, CrCe-haloalkoxy, CrCe-alkylthio, Ci-Ce-haloalkylthio, 
CrCe-alkylsulfonyl, CrCe-alkylsulfinyl, d-Ce-haloalkylsulfonyl, 
Ci-Ce-haloalkylsulfinyl, or Cs-Ce-cycloalkyI which may be substi- 
tuted with 1 to 3 groups, or 

R* is halogen, cyano, nitro, hydroxy, mercapto, amino, Ci- 
Cralkoxy, Cz-Ce-alkenyloxy, CrCe-alkynyloxy, d-Ce- 
haloalkoxy, QrCe-alkylthio, or CrCe-haioalkylthio, QrCV 
alkylsulfonyl, Ci-Cralkylsulfinyl, CrCe-alkylamino, di{Cr 
CealkyO-amino, d-Ce-alkylcariaonyl, Ci-Ce-alkoxycartDonyl, 
or di(CrC6)-alkylaminocarbonyl; 

fomiyl, Ci-C6-alkylcarbonyl, C(=0)NR^R^ COzR^ R^ R^ phenyl 
which may be substituted with 1 to 3 R* groups, or pyridyl which 
may be substituted with 1 to 3 R* groups, 

R®, R^ R'' are each independentiy hydrogen or Ci-C4-alkyl 
which may be substituted with 1 to 3 groups R*; 



R** is NRW or 
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. X, or CH^ Xr 

r', R' are each Independenfly hydrogen or Ci-C4-alkyl 
5 which may be substituted with 1 to 3 groups R*; 

p, m are each independently 0, 1 , 2, or 3, with the proviso 

that p and m are not both 0. 
X is oxygen, sulfur, amino, Ci-C4-allcylamino, or phenyl- 
amino, or, if p is 0 then X can also be phenoxy or d- 
10 Ce-alkoxy; 

r isOort; 



15 



20 



R" is 



R\ R" are each independently hydrogen or Ci-C4-alkyl 
\flrtiich may be substituted with 1 to 3 groups R*; or 

R' and R^ may be taken together to fonn a ring represented by the structure 

x-, 

I 

p,m are 1,2 or 3; 

X' is oxygen, suHlir. amino, CrC4-«lkylarnino, pheriylarnino, or 
methylene; 

25 Z is CrC4-alkyl or phenyl; 

is hydrogen, CrCio-alkyl, Ca-Cio-allcenyl, Cr-Cio-allcynyl, C3-C12- 
cycloalkyl. wherein the carbon atoms in these groups may be parBally 
or fully halogenated or substituted with 
30 1 to 3 cyano, nitro, hydroxy, mercapto, amino, CrCe-alkyl. Ca-Ce- 

cycloalkyl, CrCe-alicoxy, CrCe-alkyiamino. di(CrC6-alkyI)-amino, 
CrCe-alkylthio, Ci-Ce-alkylsulfonyl, or CrCe-alkylsulfinyl groups, 
wherein the carbon atoms in these groups may be substituted by 



35 



1 to 3 halogen atoms, a 5- to 6-membered aromatic ring sys- 
tem which may contain 1 to 4 heteroatoms selected from 
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oxygen, sulfur and nitrogen and which may be substituted 
with any combination of 1 to 5 halogen atoms, 1 to 3 CrCe- 
alkyl, CrCe-alkylthio, d-Ce-alkylsulfonyl, CrCe-alkylsulfinyl. 
C^-Ce-alkoxy, nitro, or cyano groups, wherein the carbon at- 
5 oms in these groups may be substituted by 1 to 3 halogen 

atoms, or 

phenoxy, which may be substituted with any combination of 
1 to 5 halogen atoms. 1 to 3 Ci-Ce-alkyl, CrCe-alkylthio, d- 
10 Ce-alkyisulfonyl, CrCe-alkylsulfinyl, d-Ce-alkoxy, nitro. or 

cyano groups, wherein the carbon atoms in these groups 
may be substituted by 1 to 3 halogen atoms, or 

a 3- to 6-membered saturated or partially unsaturated ring 
-15 system which contains 1 to 3 heteroatoms selected from 

. oxygen, sulfur and nitrogen and which may be substituted 

with any combination of 1 to 5 halogen atoms, 1 to 3 d-Cg- 

alkyl. d-Ce-alkylthio. Ci-Ce-alkylsulfonyl. d-Cg-aikylsulfinyl. 

d-Ce-alkoxy, nitro, or cyano groups, wherein the carbon at- 
20 oms in these groups may be substituted by 1 to 3 halogen 

atoms, 

a 3- to 6-membered saturated or partially unsaturated ring system 
which contains 1 to 3 heteroatoms selected from oxygen, sulfur 

25 and nitrogen and which is unsubstituted or substituted witti any 

combination of 1 to 5 halogen atoms, 1 to 3 d-Ce-alkyI, 
d-Ce-alkylttiio. d-Ce-alkylsulfonyl, d-Ce-alkylsulfinyl, CrCg- 
alkoxy. d-Ce-haloaikoxy, nitro, or cyano groups, wherein the car- 
bon atoms in tiiese groups may be substituted by 1 to 3 halogen 

30 atoms; 

R, R* are each independenfly hydrogen or Ci-Ceralkyl. CrCe- 

alkoxycarbonyl, Ci-Ce-alkylaminocari^onyl, or di{CrC6-alkyl)- 
aminocartx)nyl, wherein the cariDon atoms in the ttiese groups may be 
35 substituted witii 1 to 3 groups R*; 



A isC-R®orN; 
B is OR® or N; 
W is CtR^ or N; 
40 wtth the proviso tiiat one of A, B and W is ottier ttian N; 
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R^, R®, R' are each independently hydrogen, halogen, nitro, cyano, amino, 
mercapto, hydroxy. CrCio-alkyl, CrCio-alkenyl, CrCio-alkynyl, Cr 
Cs-cycioalkyl. CrCe-a'koxy, CrCe-alkylamino, di(Ci-C6-alkyl)-a>Tiino. 
Ci-Ce-alkylthio, Ci-Ce-alkylsulfonyl, or Ci-Ce-alkylsulfinyl, wherein the 
5 carljon atoms in these groups may be substituted vwth 1 to 3 groups 

a 5- to a-membaned aromatic ringsystem which may contain 1 to 4 
heteroatoms selected from oxygen, sulfur and nitrogen and which 

-10 may be substituted with any combination of 1 to 5 halogen atoms, 1 

to 3 CrCe-allcyl, Ci-CrhaloaII<yl, d-Ce-alltylthio, Ci-Ce-haloalicylthio, 
Ci-C6-ail<ylsulfonyl, Ci-Ce-alkylsulfinyl, Ci-Ce-haloalkylsulfonyi, Ci-Ce- 
haloalkylsulfinyl. d-tValkoxy, Ci-Ce-haloall<oxy, mercapto, hydroxy, 
amino, nitro, or cyano groups, wherein the carbon atoms in these 

15 groups may be substituted with 1 to 3 groups R* ; 

Y is hydrogen, halogen, cyano, nitro, amino, hydroxy, mercapto, Ci-Ce-alkyl, 
Cz-Cio-alkenyl, CrCKralkynyl, CyCe^cloalkyl, Ci-Ce-alkoxy. C,-Ce- 
aikylamlno, di(Ci-C6)-allcylamino. Ci-CB-alkylthio. Ci-Ce-alkylsulfonyl, or 
Ci-Ce-allcyisuifinyl, wherein the carbon atoms in these groups may be sub- 
20 stituted with 1 to 3 groups R*; 

n isO, 1,or2: 

or the enantiomers or diastereomers, veterinarily acceptable salts or esters 

25 thereof, 

for combating parasites in and on animals. 

2. The use according to claim 1 wherein the compounds of fonnula I are compounds 
offonnuia I-B 



30 




(I-B) 



wherein 



R^ is chlorine or trifluoromethyl; 



R* and Y are each independently dilorine or bromine; 
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5 



r2 is Ci-Ce-alkyI, Cs-Ce^lkenyl, CrCe-alkynyl, or 

CrCs-cycloalkyI which may be substituted with 1 to 3 halogen atoms, or 
CrC4-all«yl which is substituted by Ci-C4-all<oxy: 

and are CrCe-allcyl or may be taken together to form CrCrcydoallcyl 
which may be unsubstituted or substituted by 1 to 3 haiogen atoms; 



r3» is hydrogen or Ci-Ce-alkyl. 
10 or the enantiomers or veterinarily acceptable salts thereof. 

3. The use acconling to claims 1 or 2 wherein the compound of formula I is a com- 
pound of fomiuia 1-1. 

^•'n'^CH, 1-1 

H-C CH3 
CI ' 

15 

4. The use according to claims 1 or 2 wherein the compound of fonnula 1 is a com- 
pound of formula 1-2. 

CH, 

HN 





ci ^ci a 



1-2 



20 5. The use as claimed in claims 1 to 4 wherein the parasites are selected from the 
Diptera, Siphonaptera, and Ixodida orders. 

6. The use as claimed in claims 1 to 5 wherein the animals are cats or dogs. 

25 7 A method for treating, controlling, preventing or protecting animals against infesta- 
tion or infection by parasites which comprises orally, topically or parenterally ad- 
ministering or applying to the animals a parasiticldally effective amount of a com- 
pound of formula I as defined in any one of claims 1 to 4. 

30 8, The method as claimed in claim 7 wherein the parasites are selected from the 
Diptera, Siphonaptera, and Ixodida orders. 

9. The method as claimed in claims 7 or 8 wherein the animals are cats or dogs. 
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10. A process for the preparation of a composition for treating, controlling, preventing 
or protecting animals against infestation or infection by parasites ^\ch comprises 
a parasiticidally effective amount of a compound of formula I as defined in any 
one of claims 1 to 4. 
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